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GERMANY, West 


21 -phosphate epds. - 


-1319tt7Sl * DE 3440-794-A 
via sew steroid II -phosphate 


F ABB * 
P*»dn. of 

HOECH3TAQ 08.11.84-DE-4407M 
(Id OBM) C07J-00 COTJSl 
0&1U4 as 440794 (367KB) 

Steroid 21-phosphaia esters of formuU (I) are new. In (I), U 3 H or 
Me; V * H. OH, O or halogen; W = H or OH; Y = H or F ; Z = 1-8C 
aflryi opt alpha-substd. by Ar and/or beta-substd. by a CN, 
nitrophenyi or 1-4C sikyisulphonyl gp. of by 1-3 <3 and/or Br atoms; 
Ar * phenyl opt substd. by CI, Br, CN or NO*. 

Prodn. of steroid 21*phosphates of formula (ID ts effected by 
reacting a 21-hydroxy or 21 -halo steroid of formula (III) with a 
phosphate ester of formula Q.PCXOZtt (IV) to form (I), hvdrolvsin* 
(I), and opt converting the prod, to a salt X = OH or halogen; Q = 
halogen or O.X(R)4:R 3 1-8C alkyt or one may be benzyl and/ or H. 

ADVANTAGE - The process Is capable of producing (I) in highly 
purs form (cf. JA41-12351. 1732932667. DE2223658 and GBlOlOOJl). 
(13ppDwg.No.0/0) 
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ECK£/ 


Ss-l2S8seYZ* *DE S440-141 A 


Carbonic acid bis- trl : chloromethy I ester • Le. trl: phosgene as a 
phosgene pro: reagent e.g. In the prodn. of Isocyanate(s) or peptide 
coupling reagents 

ECXERTH 02.U.84-DE-440141 

A41E19 (07.05.36) COTb-Sl C07C-51/60 CV7C-6S/02 C07c US/09 

C07C-U9/02 C07C-125/0S 

02.11.84 as 440141 (280JF) ~H 

Use of carbonic acid bU-trlchlorora ethyl ester as a pro-reagent for 
phosgene Is new. 

USE/ ADVANTAGE - In chemical synthesis add Is pref. used In 
the produ. oX dUsucyanale (pref. loiuylene diisocyanale or 4,4*- 
dlisocyanato-dlphenylmethaneh monolsocyanates, polycarbonate 
pi s stirs, chloroformlc add esters, chloroformlc add amides, 
coupling reagents for peptide chemistry (pref. 2-morphollno-ethyi 
lsocyanlde or bls-lmidyl-carbonates), carbodllmldes. Isocyanides, 
alpha-tsocyano carboxyllc acid dertvs. carboxyllc acid chlorides, 
dlacylamlnes and chlorocarbonyl isocyanates, as well as In the 
prodn. of pure metal chlorides. Bls-trlchloromethyl carbonate 
(trlphosgane) Is a solid <m. pt 79 deg. O which can be distilled 
undecom posed at 203-f deg. C and which Is unaffected by cone. 
H2S04 or cold NaOH solution. Because of Its low volatility, the cpd. 
Is simpler to use than the volatile and toxic phosgene, and reacts In 
stoichiometric smounts (no excess required) to give generally high 
product yields. UTpp Dwg.No.0/0) 


BjUTJsV* B«4 *S- 1 11*33/ 19 *DE3439-914-A 

Hair lease for oral adoiisu - comprisusf rice husk extract 
BiiCBTIARXHAnXANGI ».lt).i4-De-4399H 
OH (J0L 04.34) ASlk-OT ft? A SLt-JX UA$lk-3X7$ 
2IJIJI as 439914 (347N3> 

Orally admlnlstsrsbit ccmpsna. for jamuUtlxig hair growth and 
m h fwt^y hair loss comprit in exir^ct af rice "silver skins" (ts. 
fr sti and seed husks ptu* a leu rone layer* 


SCUD * 2? B91 sa.U795t/t« * DE 3438 50* 

U Beta- substd. 19-o©r:sterold-9-ene prepn. • by reacting corres 
alpha -epoxide with organo copper complex to give prod, used 1 
synthetic aid for pharmaceutical steroid dertvs. 

3 CHE RING AG 18.10.84-DE-43S500 

(2L05M) CD7J-01 C07J-& 
18 10.84 as 438500 (047JP) 

Prepn. of ll-beta-substd. l9-norsterold-9-enes of formula < 
comprises reaction of corresp. Mll)-eme o-alpha. 10-alpha-epoxid' 
with an oragmnocopper complex which Is formed In situ by addn. 
U metal to a suspension of Cu(I)CN and a halide RX, in an tee 
organic solvent at temps. -70 to ♦ 25 deg. In (I). R is an organic g 
attached to position 11 by a C to C bond: and R'Ris the rest of a ket 
gp.. esp. ethylenedloxy or 2.2-diem thyl trtmethylene-dioxy. or 
thloketat oxlme or methyloxlme gp.; and X is Ct Br or I. 

USE - The process la a valuable synthetic aid for pharmaceutic 
steroid dertvs.. (3pp Dwg .No.0/0) 
C8SV038004 OH 



OLAX K BOS Sl-ineS&M 
Stable crystalline bis* hydrochloride of coTtasidime * (€R,7R)- 
S-amiao : thiasole-4-yt carboxy prop-8-oxy-imino-s 
pyrfdlntaun-methyl ccph-3 em-4-caxboxylate bts-bydroxyH ' 
GLAXO GROUP LTD Q2.10.79-GB-O342Q3 
(SO. 04. 36) •B&-885488-A A61M-3X/34 C07d-M/46 
01.10.80 as 037104 (047CJ) t , 

(6R.7R)*7-<(Z}-2- (2-aminothiazole-4-yl>.2- (2-carboxypropoxy imin 
acetylamlno)-3-<pyrtdinlum-l-yl-methyl) ceph-fem-4-carboxyls 
dlhvdrochl orlde (D Is obtd. In a ney f gmtf!! 1 "* fnrm having wj 
defined Debye-Scherrer X-ray diffraction patterns (using CoKalpfa 
radiation), with characteristic d-spacing and relative Intensity 
Prepn. of cpd. (I) comprises crystallisation of the dlhydrochloM 
from acetone/HCOOH. methylated spirit or McOH/PrOH/isoPi 
mixta. / 

ADVANTAGE - Cpd. (I) is a highly active antibiotic wAch 
resistant to beta-la ct s m ss o . (7pp) / 


BOO 78-3S57tAm^^»DE 2800-S08-' 

Syncretic analogues of piwtagiandlncpils*^wlth 17-axa group fo 
coatrolMng^gmstrlc iccrerloa and^aTsperslng; aggregated bloo 
platelets 

CHINOIN GYOGYSZEBu. 20.01.78-BE^63116(10.01.78-DE.800801 
GST~~T(ff*fre^ 9 BE &63li6-A A61k 3l/35C07c*l77 
10.01.78 as 800808 (922KB) 

Novel racemlc or optically scUve 17-aza-PGF (2 alpha) dertvs. are < 
formula (I) (where Rl Is H or (trthalo) (1-4C) alkanoyl opt. substc 
benzoyl, lower alkoxycarbonyl or trihalo-alkoxycarbonyl opi 
substd. phenoxycarbonyl or benzyl oxycarbonyl. R2 is H or l-4< 
alkyl and Q is H. 1-4C alkyl or a non-toxic caUon). One of 3 claim e 
prepn. methods Involves reacting (II) (where R4 la H or a protecUv 
gp. generally used In prostaglandin chemistry) with a phosphoran 
derived from a triphenyM4-carboxybutyl) phosphonium salt 

USE/ ADVANTAGE • (I) have a no. of therapeutic uses Indudln 
smooth muscle stimulating activity (e.g. to Induce labour, aboi 
foetuses, control menstruation) and increasing lipolysis I 
epldidlmal fatty tissue (more than natural catecholamine), (llpp) 
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